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[IRS] ftftfcfiiE^ftffl****. 
£aft£Aj&£JH. h V^yi/vWmtot LXliit 1 

cohs^ ( 1 ) -e^ztiihWht. 
Hfcl] 



• (I) 



(m : 3ifcli4 
n : 0. lifcB2 



Ut2l 





PhCH.O 




(i i) 



(Ph : yx-)im 

i - Bt : yy^;ua) 
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im$m i ] 2 oor s mnmsmmfrhm&z 

[»£JS2] 7$.S&<7)-itf7aV>£tzteTnV 

ymmwxhmm. i \^mnm£&mm. 
[tfl^js 3 ] Tieft i ( i ) x-mtit v*r 




(m : 3tMt4 
n : 0. 1 ttzii2 

R 2 : x-r;U**Jtl±xxx;i^) 
[f«<JB4 3 ™t2Wfflit^ (II) 

[ffc2] 




(Ph : 7x-/H 

1 - Bt : >f V:/*-^) 

[000 1 ] 
[0002] 

[^*og«] 2-ocors.mm^mmLxnktL^ 
iH*>»rflStta«*3*iTv>s. mnmmw-6-i 722 

&WJfflm#2tiX\.->&. »BB¥8-2 7 7 

2 0 3^Bfc«, T^-yHSt^triftKy^rf- 



[0003] 

tfjutowa, jBKff. ^ssife. v*r?+, mm. 

Kmgtfttti. %mcr)®m%i>cr). iMizWIVmz 

htc&i><?)m'«7)f5im£&ix^&. zti^mmt 
ix. mtfmwtoWf#$>mzh~>tzx^z>zt 

*\ fK%<Vfflzn**-XAtf+MzMty2tiX\,^ 

(ommza^xa. ^zmL^wmm^m^mu^ 
mMt>m#>t>ixx%tz. *m$t%ui. mmm^.<m 

mmisb^iXX^^tz^T-Y^y'Jy^^ 
*3&8tfrh\zmitz. 

[0004] 

hTu^ybAVuA l/ytwrt 2m7$.JWfl&& 
Uz : J1r h xy*fg£Jfo.r b Wftfrilz. 
ZZXtm^MMZWy- h t'^yisy-wmzms U 
n«<r>i?*h*:*<?i?ywm*4&l* x?y--y 
7*LiZbZh. 2«<D7S/gL ^(C^co-^T-n 

'J yxarn y ywmwxh h 2 nor 5 smm^m 
MLfzvr v t'^7isymmftcD§,<tfm&&ftmft 

hv^iSywmton&ms&blTiii. tpatw 
B»Bittict$ v ^x * emmvmifix- htuz z t »t, N 

PI^T'O^r^^'J-tro-^ (DC) OvSttfL ^ 
<7DH ^^-HfC (PKC) \z£ 0vS1±ft$n& 

h 5^* >DHI#**WM-t h Z b mi hixh . 
[0005] Lfctfo T . ^m^J*r V t'ly i?ym 

mmt. m.mm&Ms.\zm>xb*), znmnrv 

s j mmmmor uz v>r v isywmittzit 
iavnxh*). 2-oco7$.smim-mxi>mmx{>± 

v\ iff * t < (4iWr< fc 1 1 a* J 7-D 'J yX<iro »J y 

«*»t* £ 2 «or $ y mfflmms uz -jt- h 

W4aTOfk3^HRiC ( I ) X'fkZti&iSr-h^y 

isyjmfcxhh. 

[0006] 

[fb3] 
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(m : 3ttM4 
n : 0, l£tM2 

Ri : m?)v*)vm. *fr*7bm. **>v 

4)\<&£ tzl&4 VY—lV-3 — f /PS 
R 2 : x-r^S^ fclixxr/WS) 

[0 0 0 7] Ztz, *%mz&Ht-%fy<?>0*>. Ttiit 

4<7)mma (in T-^ftsi^tr^^yMSft 

[0008] 
Ut4] 



PhCH.O 1 K. 




(Ph : 7i-/l/i ^ 

i -Bt : j yy^m) 

[0009] 

mt. ffl^7$y£fc;#^*y&Sfc£*S^:W>. 

-pv^essa^^ Lxm<r>7 s yi?£f&£fsraii- & - 

n*v7*oy>\ ^hJfy7Dijy, r-bh= J fv-7'nU 

y» <yy*3f:yroy>\ /'jyy, 7?-y, ^vo 
-Y^y. n^y, -tyy. y>y$ylL y>y$ 
y, •/Xf'fy, yf-:*x>\ 7i_;i.77->' > 
i^y. tx^-i/y, hOTbyTy%£i) i mft>tL&<, 
[0 0 10]**:, ±KH(« ( I ) tf>Rite8«t*ft 

ar/^/pat LTtt, yf-/^ xf;«, 4770 

tVL-a . s e c - 7+)VW£<nmSk 1 *»4> 6 

{A^ftittT^/i^iaFaT**. £<^. r 2 ^x 

[0011] *«^ft^flll4. ttfttiL WSBifc, 'J "7 



wmvtmtpmx'%&. mumm. mm. 
>vm. ^wrm. mmomnmcom. mis. /t* 
rm. mm. mm. msKMtfflawxmz 

ill. 

[00 12] 

Kit&faTfo s. tfz. *mi<7) h+y t-^ 7 v vim 

[00 13] 

Wk<m. Ufc h 0 -HCD7 5 y Kfc £ 5/y ooy y y(c 
JfflW**, h'Jxf-^TSySr^JoL. *^TWSCD 
•HCl («7*- ^-y*7*WA*^Sfl||) 

4 - s-'y f-/i/r s y t y v'y £ jn*fc. 1 eH*<o 

*i8ttfiRHft, 3fflfcTS5fc5iiaSHMfttaU RJE 

[0014] HT<oHifcW«i. mm^Ltz2^<r)7 
SSmt&Gto&TPlt:. £K. HR* ( I ) fcfcttl. 

(H»«i) trou yy (yy^y-yy^y) 

m = 0, n = 0 , R,=H, R 2 = H 

(WWH2)^?'j7? (yy^y-7-oyy) 

m= 3 , n = 0, R!=H, R 2 = H 

(HSt093)tMyy -yy (77-y-ra'jy) 

m=3, n = 1 . R,=H, R 2 = H 

(HJS^J4) -toy -y^ (-fYo-r j^-7nyy) 
m=3 , n = 0 . R, = i-7*f-7U, R 2 = H 

m= 3 , n = l, R l =i-7°atVP, R 2 = H 
[00 l 5] 

(HiS0!l6) -«Myy v9 (Hryy-7-ayy) 

m=3 , n = l. R, =0H. R 2 = H 

(H*tW7)tfoy -yy (y;uy$yK-rnyy) 

m=3, n = 2, R,=COOH. R 2 =H 

(Hte^l8)^yy-yy (yvi^y-royy) 

m = 3 , n = 2. R,=C0NH 2 , R 2 = H 

(HSIW9) troy >yy y-7a»y) 

m=3. n=l. R,=SH. R 2 = H 

(Htsfyyi o) tro y yy (*+*-y-7a\)y) 
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m= 3 , n = 2, Ri = SCH 3 , R 2 = H 

[0016] mmm i > im (71^7 

m=3. n=l, R!=7x-/P, R 2 = H 
(HJI0U 2) 1M?'J (f-oi^y- 7°D'jy) 

m=3, n = 1 , R 1 = 4-C 6 H 4 OH, R 2 = H 
(gftffll 3) ?U*7 (twy-7n'jy) 

m=3. n= 1 , R, = -f S?V-.^-4->f/k R 2 = 

H 

y) 

m=3. n=l, R l =4>Y->V-3--i)V. R 2 = H 
mtbMl5)V(7 0-y7 (-fVD^y-y^ (t 

m=3, n = 0 , R,= i R 2 = 0H 

[0017] (90imi6)W9»>99 (4Vu4zs 

y-Yvyx (hKo^y) roily) 

m=3. n = 0, R^i-n-JV, R 2 =OH 
(Hlgffll 7) t^U7^ (^VD>(yy-h5^ 
(* J-*>-) 7D'jy) 

m=3, n = 0, Ri=i-7*f-;P, R 2 =OCH 3 
(T-th^y) 7°Wjy) 

m=3, n = 0. R]= i -7>/k R 2 = OCOCH 3 
(396041 9) W9Vt9 (4Vu4^y-VyVX 

«yy*y) rnyy) 

m= 3 , n = 0 , Ri = i -~71~)V, R 2 = OCH 2 Ph 
(Ph=7i-;H 

[0 0 18] M&WKo^va^H-NMR^^WP 
HXX/IRX^ bMz£r>XttJ£Ltz. 1 H — NMR 

*Jfe0!l3 : 1 H — NMR : 1. 3-1. 5(3H, 
dK 1. 6-2. 6 (4H. m), 3. 4-3. 7 
(2H, m) s 3. 9-4. 4 (2H, m) , 7. 1 
(1H, s) 

IR: 1658, 1 690 

HJ6094 :0. 8-1. 5 (9H, m) . 1.8-2. 
5 (4H, m) , 3. 4-3. 7 (2H, mK 3. 9 
-4. 2 (2H, m) . 6. 4 ( 1H, s) 

I R : 1 638, 1678 
HM(?IJ5 : 1 H-NMR :0. 8-1. 2 (6H, 
m). 1. 4-2. 4 (7H, m), 3. 4-3. 7 

(2H, m) , 3. 9-4. 2(2H, m) . 6. 3- 
6. 5 ( 1 H, b r s ) 

I R : 1 663, 1 682 

[0 0 1 9] I3&H1 0:1. 7-2. 5(9H, 
m), 2. 5-2. 8(2H, m) , 3. 4-3. 7 

(2H, mK 3. 9-4. 3 (2H, m), 7. 4 

(1H, s) 



I R : 1 6 58, 16 90 

mmi 1:1.8-2. 4(4 H, m). 2. 6- 
3. 0(2H. dd J = 15. 63Hz). 3. 4- 
3. 7 (2H, m) . 3. 9-4. 4 (2H, m) . 
5. 8(1H, s), 7. 3 (5H, m) 
IR: 1642, 1 690 

mm\ 2:1.6-2. 6 (4H. m), 2. 8- 
3. 0 (2H, m) , 3. 2-3. 3 (1H, m) . 
3.4-3. 7(2H.m>.3. 8-4. 4 (2H. 
m) s 6. 2(1H, sK 6. 6-7. 1 (2HX 
2, each J=8. 50Hz ) 
I R : 1 640. 1670 

[00 20] mtmi 4 : 1 H-NMR : 1 . 2-2. 

4 (4H, m). 2. 8-3. 8 (4H. mK 4. 0 
-4. 6(2H, m). 7. 0-7. 7 (5H, m) 
IR: 1660, 1680 

£ttffll 5 : i H-NMR :0. 8-1 . 6(8H, 
m) , 1. 8-2. 5 (3H, m) . 3. 4-4. 7 
(5H, m) 

I R : 1 6 55, 1685 
mt&ffll 6 : 1 H-NMR :0. 8-1 . 6(8H, 
m) . 1. 8-2. 5 (3H, m) . 3. 4-4. 7 

(5H, m) 

IR: 1655. 1685 

[0 0 2 1 ] mtlffll 7 : i H-NMR: 0. 8-1. 
6(8H, m) . 1. 9-2. 7 (3H, mK 3. 4 
-4. 7 (8H, m) , 6. 2 ( 1H, s) 
IR: 1655, 1685 
£ftffll8 : 1 H-NMR : 0. 8-1. 6 (8H, 
mK 1. 9-2. 8(6H, m) , 3. 4-4. 6 

(5H, m) , 7. 1 ( 1H, s ) 
IR: 1650, 1680 

HSfcffll 9 : 'H-NMR : 0. 8-2. 1 (8H, 
mK 2. 3-2. 6 (2H. m), 2. 9 (1H, 
d, J = 2. 64Hz) , 3. 1-3. 4 ( 1H, 
m) , 3. 6-4. 1 <2H, m) . 4. 2-4. 5 

(2H, m) , 5. 3 (2H, s ) , 5. 5 ( 1H, 
s) , 7. 1-7. 4 (5H, m) 

IR: 1643, 1660 

[0022] (ttR0U ttfi2 0~2 5g<7)I RC^-7 

1 m g/m 1 COT P A (7 * lVX)V- 12- 

5 y Xr— h - 1 3 -T-fer- h ) <07* h 1 0 

x< i zmiLmzm&Ltz. TPA.mmmzwt%: 
■ts«wi*tTie<«aifcj: o^tHUc. 

[0023] 

[&1 ] «J#J* (%) = ( 1 -&&Q&B$/:£BO& 

mm) xi oo 
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t p a»^©^©j93 -tp Amm<on^<Dmf£ 

<*0 = X 1 0 0 



[0024] 

[fin 





£DH$(%) WS±S. E) 


8KS^*(mg/ear) 


0.125 


0.25 


05 




5.7±3.7 


12.0±3.1 


321 ±6.0 




15.2 ±3.7 


18.1 ±15 


29.0±2.9 




7.3±2.9 


21.2±25 


26.1 ±35 




95±5.0 


17.1 ±7.6 


32.9 ±5.7 


$S6fl16 


17.4±5.7 


20.6±8.1 


245 ±5.6 




2.9±2.8 


141 ±2.9 


26.3 ±2.1 




8.9±1.6 


145 ±4.8 


34.1 ±9.7 


38tSfl19 


19.9±2.4 


22.6±3.7 


383±6.1 



(51)Int.C1.7 MSia-^ FI r-?>H##) 

C 0 7 D 487/04 1 4 0 C 0 7 D 471/04 1 2 0 

487/04 1 4 0 

F?-A(##) 4C050 AA01 BB04 CC08 EE02 FF02 

GG03 HH01 
4C065 AA03 BB04 CC01 DD02 EE02 

HH04 HH07 JJ04 KK01 PP03 
4C086 AA01 AA02 BC51 MA01 MA04 

NA14 ZB11 ZB13 



